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(57)Abstract: 

PURPOSE: To obtain a granular substance, especially improved in masking properties of taste in 
the mouth and having further excellent quality such as eluting properties, appearance and 

strength stability as a granular pharmaceutical. 

CONSTITUTION: A granular substance is obtained by melting and granulating a powdery or 
granular water-soluble low-melting substance and medicinal powder, providing a granular 
substance and then melting the resultant granular substance with a fine powdery water-insoluble 
polymer and- a fine powdery additive at a higher temperature than the melting point of the above- 
mentioned low-melting substance under flowing conditions. 
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..TITLE: MASKED PARTICULATE SUBSTANCE 
[0005] 

[Means for Solving the Problem] The present invention has 
15 been accomplished based on the findings that an unpleasant 
taste is effectively masked when a medicament powder 
having an unpleasant taste is subjected to melt-cooling 
granulation with a water-soluble low-melting-point powdery 
granular substance, and the obtained granulated substance 
20 is further subjected to melt-cooling granulation at a 
temperature higher than the melting point of the low- 
melting-point substance with a water-insoluble finely 
powdered high polymer and a finely powdered additive. 



25 



[0006] More specifically, the present invention relates to 



a particulate substance obtained by flow-melting a 
particulate substance that is obtained by subjecting a 
water-soluble low-melting-point powdery granular substance 
and a medicament powder to melt-cooling granulation, with 
a finely powdered water-insoluble high polymer and a 
finely powdered additive at a temperature higher than the 
melting point of the low-melting-point substance, and 
comprises a coating film consisting of the water-soluble 
low-melting-point substance, water-insoluble high polymer, 
and the above additive formed on the surface of the 
.,ob.tained particulate substance. The water-soluble low- 
melting-point substance used herein is selected from 
polyhydric alcohols, water-soluble surfactants, and 
mixtures thereof. The ^'water-insoluble high- polymer^^ is 
selected from acrylic acid-based high polymers and 
cellulose-based high polymers. 

[0010] Examples of water-insoluble high polymers used for 
the particulate substance of the invention are EUDRAGIT S, 
EUDRAGIT L, EUDRAGIT RS, EUDRAGIT RL, and like acrylic 
acid-based high polymers; cellulose acetate phthalate, 
carboxy methyl ethyl cellulose, and like cellulose-based 
high polymers, etc. Preferably used water-insoluble high 
polymers are those generally pulverized to a size not 
larger than 20 (Jtm, and a suitable amount to be used is 



-3- 

generally 0.01 to 0.3 weight parts per weight part of 
particulate substance to be coated. 

[0011] Examples of finely powdered additives are talc, 
5 light anhydrous silicic acid, magnesium 

aluminometasilicate, calcium stearate, magnesium stearate, 
titanium oxide, synthetic aluminium silicate, mixtures 
thereof, and the like* Of these, inorganic powders are 
preferably used. Powder size is optional, and generally 
10 those smaller than 20 |xm may advantageously be used. A 
..suitable amount to be used is generally 0.001 to 0.5 
weight parts per weight part of particulate substance to 
be coated. 

15 [0012] Particulate substances of the present invention are, 
for example, prepared as follows. A medicament powder 

with a 0.1 to 150 (Jiti particle size is usually flow-mixed 
with, if necessary, an appropriate excipient (s) , using a 
water-soluble low-melting-point powdery granular substance 

20 while being heated for generally 5 to 30 minutes at a 
temperature higher than the melting point of the low- 
melting-point substance for granulation to obtain the 
particulate substance to be coated. The obtained 
particulate substance to be coated, a water-insoluble high 

25 polymer, a finely powdered additive and, if desired, the 
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above excipient(s) in an amount of generally not more than 
0.1 weight parts per weight part of the particulate 

substance to be coated are loaded into a rotation mixer or 
fluidized dryer. The content is flow-mixed while 
5 maintaining a temperature higher than the melting point of 
the low-melting-point substance used, thereby adhering the 
finely powdered additive and the finely powdered water- 
insoluble high polymer to the particulate substance to be 
coated to form a coating film consisting of the water- 
10 soluble low-melting-point substance, the above additive, 
.,^nd the water-insoluble high polymer. Subsequently, the 
resultant is cooled without halting the mixing operation 
to prepare the desired particulate substance. 
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